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AB The title compds. [I, Rl = H, lower alkyl, lower alkenyl, phenyl-lower 

alkyl; R2 = Q (wherein X, Y, Z = CH or N, R4, R5 - H, lower alkoxy, halo, 
or NH2) ; R3 = H, halo, N02, NH2, lower alkanoylamino, lower alkoxy, OH, 
lower alkyl, lower alkylthio, satd. 5- or 6-membered (lower alkyl) 
heterocyclyl, 5- or 6-membered heterocyclyl-lower alkyl; the linkage 
between 3- and 4 -position is a single or double bond] were prepd. as 
cardiotonics, etc. 7-Methoxy-6-carboxy-3, 4-dihydrocarbostyril 0.3 and 
3, 4-diaminopyridine 0.16 g were added to a 1:10 mixt. of P205 and Me2S03H. 
The mixt. was heated 2 h at 100. degree., poured into ice-water, and made 
weakly alk. with 10% aq. NaOH and satd. NaHC03. The pptd. crystals were 
removal by filtration, washed with H20, dried and purified on a silica gel 
chromatog. to give, after . acidification with HC1 in EtOH, 0.29 g 
7-methoxy-6- [lH-imidazo [4 , 5-c] pyridin-2-yl] -3, 4-dihydrocarbostyril 
(II) -HC1.H20. II.HC1.H20 at 300 n mol increased myocardial contractility 
23.1% and coronary blood flow 0.4 mL/min in dog heart in vitro. 1 ML 
ampules were formulated from II 500, polyethyleneglycol 0.3, NaCl 0.9, 
polyoxyethylenesorbitan monooleate 0.4, sodium metabisulf ite 0.1, 
methylparaben 0.18, propylparaben 0.02 g, and water 100 mL. 

IT 119714-56-6P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(prepn. of, as cardiotonic) 
RN 119714-56-6 - CA 
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CN 2 (1H) -Quinolinone, 3- ( lH-imidazo [4 , 5-b]pyridin-2-yl)~, ethanedioate (2:1) 
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NEW MATERIALA compound expressed by formula I [R<1> represents H, lower alkyl, lower alkenyl or 
phenyl lower alkyl; R<2> represents formula II (X, Y and Z represent -CH= or N; R<4> and R<5> represent 
H, lower alkoxy, halogen atom or amino); R<3> represents H, halogen atom, nitro, amino, lower 
alkanoylamino, lower alkoxy, etc.; bonds at the 3- and 4-positions of carbostyril skeleton are single or double 
bond] and salt, thereof. 

EXAMPLE^-Bromo-e-tlH-imidazo^.S^-pyridin^-yll-S^-dihydrocarbostyril-hy drochloride.monohydrate. 
USE:A cardiac, hypotensor and antiphlogistic, which has low toxicity and small side-effect. 
PREPARATIONS compound expressed by formula III is reacted with a com pound expressed by formula 
IV, as necessary, in the presence of a solvent (example; water, methanol or THF), preferably at room 
temperature -200 deg.C for 1-1 Ohr. 
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(16) II^^H^O 

I. — - ° i. 

(15) (17) 
H00CfQ£^-R3 

I. 

(20) 

CiS^R' , R a , X. Stf a/l/*;*^lF /UB*S 
<D 3. 4 -ttttSttttEICiaiU. R 8 W£«JK 
75>«fx?. ) 
-fiiS (15) ©fcSUjfc-HiS ( 1 6) <D(b 
£«J (««»I75>) t<0SJ6tt, »£fcfg«* 

5 IS ntffiffl 



#13! 8363-230687(8) 

±E-«S* ( 2 r ) ©(b&«3S-fijS ( 2 e ) 

Ci, H S ft a > , H«(b^n>Sf«DA/-f ^« 
*«t*T» £fb**BK tt»3©«<k*, C o a 
frJUhy ppaan^y, ra«fb«jR3©Apy 
>fc&fb**a> X $ / — R/ * x^y-A/y -rv 

ffC, SfflttJff~W1 50-C. ff*b<ttSia- 
«120T)©i88-FIC> «1~20BBaSJ5$tt 

A/«*/TxT-«SC ( 2 f ) ®(t£fe€-ffl^5«S 
tt, Sft&a05COOR« »fcCOOH£(C£» 



tKP75>, 

a/NV-A^, 7* </-A>8©7A/=>-A/«» RH 

>« h »J 7 * KfO*7D h >ttfittSW, 
7th;hy^$«3;TSJ„ »IK7 5> 

(16) tuitt, watrtry *y>i>s 

■ «> -fiiS ( 1 5 ) <Dft&«!tC»OTa»iJ>* 
©#8*37355. SJ5«, -«iC«50~200 

icia> »*KBft7 0-i so •cassias 

*tt"F«C, ft 1 ~ 1 ORS!*HUTtTfcfc>n$. 
±ESf5CJ:t)»5n*-JKJC ( 1 7 ) ©(b& 



-782- 



J:^ J9rS©-»3S (20) ©ft&«5*.S»TS 

a. 

tOT«B?n*-«a (i 5 ) ©flsftfti*, M 

<Kf6iS-8 > 



Xi CHa COXt 

(19) RH 



(Xi CH 8 CO) 2 0 
(2 0) 

1 

(18) 



X. CHa C 
i 

o 



A. 



(15) 

(jS*R' . R 3 , Xi , Xi KtfAA/*;*^'; 



ffMHfl 63-230687 (9) 

-«a (18) ©ifc&i&i, -«SC (19)© 
fcStoXtt-MiS (20) ©fc&l&iCgfctt, 

- ic 7 y - r n> v 5 7 y s is t v urn a t> © r 
/u-/^tt©ffifflSB38a«£T*» a»«-«it 

(18) ©fb&«JlC»bT|!)2~6B ; E^», » 

$.l< tt«3~4ffi ; E7uae»tr*©#i»a-p 

35*. -fti£ (19) ©fcSfoXtt-ftiS (20) 



©fc3»©«HauU -«St (18) ©fc&toc 
a»SS~W1 20T3SR, »*U<tt2®~« 

7 ox;©aKT«c3i«8an, JB^snatsmfca 

3 0#~2 4B*B8KT87Ta. 

W <0 * /U 4< ^ 5=- U A/RSStt&ff^CffiUU 

* fcTssisa- 9&v- 1 oc^y^atc a ? 

<S(5SC-9 > 



R 3 R 1a Xi 



s N-^0 
H 

( 1 a) 



(7) 



R la 
( 1 b) 



(S*R 2 , R 3 , R 1a > X. &tf»/l/#2?-y 

;ua«©3, 4 -ttts&BifirEicrai;. ) 



©fc^fct-fia ( 7 ) ©fcaatcsrstt, ear 

ERlSK-4IC^tfc-»JC (6) <Dfc£tot- 

«sc ( 7 ) ©ftafctcsistraaicuTiste*- 
<5ioa- 1 o> 

I a 7c i 

R' R' 
( 1 c) ( 1 d) 

(jS*R' . R e SVR 3 tt(»E«CI5li;. ) 

±EStss- 1 oic^y^acici« ^-«sc 
( 1 c ) ©fcai&cMfcaEfSuu a£&s»f > 

tUTB, H^tf2. 3-POOD-5. 6-5? 
J/7>" , C>y*/>,^a7-A/(2. 3. 5. 
6-r h7?DQ^> , /ty >) S©^> ; /*y 
>8> N -7af3/\?M^ 5 K, N-?aaa 
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«<fc^#> S»-«iS ( 1 C ) ©fc£1!jlcai,T 

fitA/SKt^-a©*!.^. s*fc*jiUbtt«*/8 

©x-r/HR, ^>t?>, hA/xy, *vuy* 
<?* >S?©7?t«fcfc*aJ8, 
j?i>aax^>, 27aa*A/A, EUSfctfc *S© 

a-A/, /S^^y -A/S©7A/3-A/JB, 
©tfittra h>S»JH, ?>?-/U*A/A7$h\ 

75 K5©#7a h>tt«ttSJ«»®«ia^-ps 



ftffllS 63-230687 (10) 
fifStt, SJftSS~3 ft?20< 

-«5E (1d) ©<b£to©87c5J5tt, 

a J* © « M a 7u * ft t ic n £s r a c t * r 8 * . 
»©»aarfflt>5n*©*5«j:v>. *fc3fit^u 

5>**t>->, 7h7eKQ77>, >\ 
$> ? □ /\ * > , #88, RHx^/i/gfc 
ffifflJicitfTSS. ±EftHa7cSl6B, Jit 

»JE~ 2 Okg/cn * 1§K, «J*JI~ 1 0 

hQ/co * eSCTff*5©^«fc<.>. SJSiSKtU 

~1O0T5g«S-Kffl*-a©tfM*0^o 



± e s s (5 2 ic w ir -ft m ic cfc o * n w © - « a 

*fc, -ttSt ( 1 ) TSt)3n**SIWftS«5 

TEKfSa- 1 1«C^TJ:^ICs 7?> /»- 
7 * f- A i! © S & S 14 * t K> ft -5 . 
(KfSiS- 1 1 > 




(1 e) (1 f > 



(5t4>R 2 StfR 3 ttfifTE«C(^U. ) 

2IC, -«a ( 1 ) T$to$n§*«Wfb&te 
tt, *©*r*$R 3 S©aSllC(6i;T, CCTtc* 
fSSTT-SclC^oT^Ha-rsCttfTS*. 

-Hit ( 1 ) ©fcSSj*. R 3 tf*MST35S 



ft&«>tt» UtrffiSJSa- 6ICS*--jgst ( 2 e > 
©fcS&£-«5S (12) ©fc6fc£©ElS£|E3 
WCSJSICfcoT, R 3 tf fia7*34:MT-« 

-«S (1 ) ©fcSfc*, R 9 #ffi8 7A/a* 
^ST<g*<b^«5tt, I»E5JSj£- 6ic**-fi 
a (2f ) ©fc£&S-JRsS ( 2 e ) ©fb£&IC 
£<»7c6PSfcffitt©Ej£lCJ::>T, R 3 

( 1 ) ©fbSBJ* , R 3 tf75/ST-8 

afcSfett, c:nic3SS*7$/;nbffJ*Si5$tt 

SZtVLZoT. R 3 «!ffi«7;bJ!)y-f ;u7^y 
ST-35*fb&1!»IC»<Ci:/)5T-S*o 

C©7 J/A/ftEJSlCdJtoT, 7i/frf£Mt LT 
tt, WUl*BM3©ffl;«7/l//>>IB, 
Ofi«7A'J>BS*«J, 7fefA/^D7-f h'S 
©fi«S7A/^>KAay>{b«jS«ffl^sCi:# 
T-S*. 7J'A/ftHi:bTfiI87^^>'ft53S^^ 
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7^)0 1) &a©*Kfcto, ftiS, Ei*KfiS2tt 
0#H*U^. S»tUTa. M^tf71zh>, 

fcET-sa. 7^HbJW«, nsnbSiaieauT 

»Glifi5~10fit^iffll>SC/)iJ:^. 

sisb«io~i 5 o-cm&TmfTt&ifi* -sue 

tttt0~8 O^gfiT-trfc^©)* *<^. 7 
i/frltMt UT (818 7/1/ a >K.«*«JX««BE«57 

at si * ffl v & ft n a tc a § © ft m C ft 5 C t 

-«« ( 1 ) ©(b&«J*, R 3 tffi«7JU** 

fta ( 1 ) ©fc£«jc, -»a 

R • S 
II 

>N-C-Xi (21) 

R" 

(St* R" RffR» BffitS7A/ + A/SS-75t 0 
?gfc<*na(b&8!>£Kf&Stt, *^TB5n.4 

asstt-e, aftt«n5o-250T3e 

m\ »t U< tttt 2 0 0~ 2 5 OtgR(C«J!«-r 

-W5E (2e)©(b£«jtaffl*.&i:t»c<fcoT, 
(sitae ut, -«a ( 2 e > ©(bSfo©*RSt£ 



«B3B363-230G87 (11) 
/I/* E IS « 1*3 £88* Alto 

ts8k, JEiaw©asKi» p - h/i/i >;wi/*>fi, 

"\>tf >^A/^>K, X*>;*;i/*>-K#©;*A/ 

*>k«ss&/kio> »$u<«j!i50~i 2 0*c 

gKfCEJSSgfclf fctaCilC J: 9> ±E7f 

-J8SC ( 1 ) ©fcSfc*, R 9 #{fft87/t/a/ 
-T^75y ST-«*(b^fett, (UESJS^-2© 
8 T- W L X -X r VU ©/«*# 8? S PS £ lfllt$ © ffl) 

-nast ( i ) ©<b^«5*s r 3 #7?/s?» 

ftlbftfttt, KR 3 #-MaST<&afc6 

y ac s 7c -r * a » © ^ a c o x ff « ^ w * . 

<fcOH(tW«Ctt, StHKV-^x SElBtf;*!?© 



ifia7A/ + /l/^^SICS»^*Ci: i 6TS*. 

££©£!£C35^T, EJsHbSfo.h±E-lKiS 
(21) ©fbS&i:©El5ttv a3£8&*» J8 

sttft&%©&aTtcn«gTe*„ ccT-ffl^e 
n*sa&wfflstt(b&«ji:OTtt, kjespss 

-5©-«SS (8) ©ft^fet-«iS ( 9 ) ©(b 
£ % t © S (5 T ft m U fc t> © €• ^ * n t> £ ffl T- s 
*. -«5S (21) ©fc£fc©tefflfitt> Igmib 

tt^ ; BA/~tt2fi ; E^aiy*©tf3SST-»*„ 
SJ6«a»WO~1 OO-CSIS, »SKttftO 
~7 0"Cftjff©S«-F»C, ttl ~7B*fg|gR£E 

*J8W©-«i$(i)T-»t>;snaaA/#;*^ 
% w ic ft s 5 n * b ftp a t v a c t # x- s * . 
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*BBS©«BB, iszV&s ?L>-f>B> 77 
— A/H s y>J«, H5B, *x>B, SfcgB 

3 © n & a «■ 3 v * c: t # v s a . 

Zfc* *R8!©-«5S (1 ) TStoanSA^ 

ic «fe o s a ic m as » ic yp a s n a js £ j& « s « * 

A>< UT»5n***.(DIiT ©BW 
Cf*JS9Htatott, »»©#tt£SK:<fct>3ak: 

Sixamm^mm. pi is s a, 

^77-f-#*HgT?J. 



VA/tT4« >88KBx^rA/a, 70Vkm&*h 
VOL. Zt7V >m*sjrv M'J K, ?>7>* 

^CyA/HB^hUC/A^CiRlRISJi 

?IB* a*y>» *>h*-f K 3 0-fK«^r-r 
B90R«»I, »K*A/?, ^T7U>»ffl, # 
SB*, *y x*U>^y a ->l/S©»R8IS* 
fifflTS*. 36CttJWtt&BKfci;a»©SI8 
SBOfcfcflL WAurfiicK, tf7f>»aK, 

JBTaCISOTtt, ffl*ttTpB7K'>a, 

?ib, ryyy. nntm, EHtBUJHn, Jt>*y 

*/U?$©KJeH, 77t7JA«, h7» 



^BflB863-230G87 (12) 
&ic3373t>©T-»a, 
*»Wfc61S>&l/*©Btt, Sfc-MW&EB 

HWBL BBffl, Ban. ttBB, BBJMv KB 
Bttffl\ BKfl9©*BM«*frM*R«Me&^ 

TBMen*. c©isBHaii:i,T«&a©jg» 

tUTHM, ftffl, KM, BUI, JKBftk KB, 

Biajw, *7x>fcm. itaai »at 
Hf ) 9#*if5n*. «ai©jB«tc«j&y$ic 

bVOks 7h'7i» BB> J'>7>,'«1»JI/ 
f7A, **y>, ISffltefl/a-;*, ^r-CB^© 
BiJ&Ms *, x^y-A/, 7Q/W-*, m$/a 
y7. r>7*>K, if^VBB, 

tA/a->u y>Bfly?A, /-ku tr-A/tra y 

•K>3©tt£B, £jt*r>7>, 7A/*>B7H 



>h*, tf77->s X5» / 55 
Hfi7^a-A/©x^TA/S, tf7f>, 

«»iSicttv>a»*J6Wfcd»x« ; e©jae±E 

r«/^U/!:#a©fl«ci:E^UTHJ?f7^>A 
7t/l/, tlt»»7t*5C?E»UTa83n*, 

ttWSittTausnsis, »b, aa&tFB 

SBBttBBffn, AO HbBtSS ?»*©#» $ 
U<> CnS©JBSlCtf »7*ICflRbT«, *gR 

?7'J^7/U3-4/, #y **fflW V3r7y 
A/7A/3-A/, #y tf + J/XT-L/^yA/tf* >SS 

i»fix^rfl/B??*ttfflT-ff*„ coed 
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is a «• 0 8 n 9J * ic t s e i> » t t> j: n . 

» * u< un ~3 oma%t?&<D#x 

±BESKffl©fi5*;fcfcmK:Si|IBtf£< , S 

sua, sajffl, an, Httffi&.v^rt^jw 

7 5 y K £ <0 a tt <D ffl « £ E S O T » HR A 8 5 S 

7 -<• 7OO»O06-Xh*$/* 

NMR (CDCC 3 ) a : 

1. 41 (3H. t. J-7. 12HZ) 

1 . 9 8 ( 4 H. m) , 3. 6 2 ( 4 H. m) 

4. 4 ( 2H. q. J- 7. 1 2Hz ) 

6. 5 3 ( 1 H . s ) 

7. 09 (1H. d. J-8. 4 2-HZ) 
7 . 8 5 < 1 H. dd. J-8.42HZ) 

8. 11 (.1 H. d ) , 9. 7 (1H. brs) 
#HH2 

6-X|-*}'»A/#-/l/-3. 4-9CKP* 
A/*;**yA/2 0Qfl5?aD*;UA3 5 OnflSJfi 



ftBBBa 63-230687 (13) 
±BB8HW©fi5fltt, fli!i« aSO^tt, 

*©ffl<oatf 1 BHiOftSl kflJSOttO. 0 1 ~ 
4>C*f3!l/«ff*0. 1 -2 0 OboS51*U0>«© 
1 ffi 0 

2 - ( 1 - tray - n - ( 2 - * A/ * 

K5 0©»{*Xii y-.fi/2 0 0iD8J3SC, 

2 0ooRO t «*l*/-/U2 0nI*9aS 

a* ft. ii" s-jucbsu, »sn«:»ac* 

HUT, 2. eofflS-Tat-e-xh^^JS 
fc. 

NMR (CDCe 3 ) 3 : 

1. 35 (3H. t, J-7. 1Hz) 

2. 64-2. 71 (2H. m> 

3. 02-3. 69 ( 2H. m) 

4. 36(2H. Q. J-7. 1Hz) 
7 . 9 2 ( 1 H. d . J - 1 . 8Hz) 
8. 10(1H. brs) 

8. 1 1 ( 1 H. d . J - 1 . 8 H z ) 

J -A/2 OnfltCfgjgU, untC8-7at-6- 
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i h *p tubx-fr- 3 . 4-?eKaa/i/*;* 
i- x )h2. Oo£l)D;t, 5 0~60T)(CT3 0# 

fflt ateSfctr&O, ? □ A/A-* 

y A/ « $ fc . 

NMR (DMSO-cU ) d : 
2 . 4 6 - 2 . 7 0 ( 2 H . m ) 
2. 8 5-3. 2 0 ( 2 H. m ) 
7. 88 ( 1 H. d. J-1. 5HZ) 
7. 91 (1H. d. J-1. 5H2) 
9. 4 0( 1 H. brs) 

±e***W3 tnme. ut, as*tbssi»* 

A/ # * y a» 



1 2 


. 1 ( 1 H. 


brs) 




o 6- 


V - 


3 - ( 1 - 




A/ ) 






NMR 


( DMSO- 


d 8 ) 3 : 




1 . 


9 5 ( 4 H. 


brs) 




3 . 


3 1 ( 4 H. 


brs) 




4 . 


2 5 ( 2H. 


s ) 




7 . 


4 5 (1 H, 


d . J - 8 


. 6Hz ) 


8 . 


10 ( 1 H. 


dd, J- 


8. 6H z . 




1 . 


8 H z ) 




8 . 


2 8 ( 1 H, 


d , J-1 


.8Hz) 


8 . 


4 0 ( 1 H. 


s ) 




1 2 


.48 ( 1 H 


.brs) 




o 1 - 


( 2-7i*fA-) -6 




4 - 






NMR 


( D M S 0 - 


d , ) a : 




4 . 


6 5 - 4. 7 2 ( 2 H. 


m) 


4. 


66-5. 0 1 ( 4 H. 


m) 



ftBflBS 63-230687 (14) 
NMR (DMSO-d, ) d : 

I. 83 (4H. m) , 3. 46 (4H, m) 
6 . 6 4 7 ( 1 H . s ) 

7. 16(1 H. d. J-8. 6Hz) 
7. 72 (1H, d. J-8. 6 H z ) 
8 . 00 ( 1 H. s ) 

II. 6 0 ( 1 H. brs) 
o6-*A/j« + }'-3 - ( 4 - > 1 - tr/S 



NMR 


( DMS0- 


d 6 


) a 






2. 


2 9 


( 3H. 


s ) 








2 . 


5 7 


( 4 H. 


b r 


s ) 






3 . 


2 3 


( 4 H. 


b r 


s ) 






7. 


2 5 


( 1 H. 


s ) 








7. 


3 0 


(1H. 


d. 


J - 


8 . 


6HZ ) 


7. 


8 5 


( 1 H, 


d d 


. J 


-8 


. 6 H Z . 






1 . 7 


H z 


) 






8 . 


1 8 


( 1 H. 


d. 


J - 


1 . 


7Hz ) 


4 . 


2 2 


( 2 H. 


t . 


J - 


7 . 


4 H z ) 


7 . 


1 0 


( 1 H. 


d. 


J - 


8 . 


6H z ) 


7. 


2 6 


( 5 H. 


m) 








7. 


9 4 


( 1 H. 




J - 


1 . 


8 H z ) 


8. 


0 3 


(1H, 


d d 


. J 


- 1 


. 8Hz. 



8. 6H Z ) 

o 1 --f V7 , cirA'-6-a/l'tf*f -3. 4- 

$>t pa jbA/tf 2?-y K> 
NMR (CDCij ) a : 

1. 55 (6H. d, J-7. OHZ) 

2. 5 8 - 2. 6 5 ( 2 H. m) 
2. 8 8 - 2. 9 3 ( 2 H. m) 

4. 7 2 ( 1 H. septet, J-7. 0Hz ) 

7. 20 (1H. d. J-8. 6HZ) 
7 . 9 2 ( 1 H. s ) 

8. 00 ( 1 H. d. J-8. 6Hz ) 
ol-/S>$?A'-6-*>;u#*i/.*JA'#;i^»JA/ 

.NMR (DMSO-d e - CDCfis > a : 
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5. 5 7 ( 2 H. s ) 

6. 8 2 ( 1 H. d. J-9. 5Hz ) 

7. 2 2 - 7. 3 5 ( 6H. m) 

7. 80 ( 1 H. d. J-9. 5Hz) 

8. 07 (1H. d. J-9HZ) 
8 . 2 9 ( 1 H. s ) 

o 1 -s\>VtU - 6- njisft**; - 7 - X h*^ 
-3. 4- , ;tFa»;i/)l!7?-U 
1 5 4-1 5 8V 

-3. 4-5tKQ»JI')l!7f : y^ 
140-141. 5TJ 

0 1 - ^>5?/u-6-^A/ij?4 : J'-7-n-ra 
#*'>-3. 4-J'tHD»;i/*7f;A' 

BO. 1 5 5-1 5 6. 5T5 

o6-JjA/**5'-7-^h ; t : J'-1-^^- 

3. 4 h'a »il/*^f'J A/ 
Sfi£ 20 2. 5-20 6. 5"C 

e Fa A*#>i?-y ju 
Btti 3 00-3 0 713 

litt 8SJI6ltttil ( V* J-t0t^L7^ F~X 
$3094 

2 - ( 4 - * ?- A/ - 1 - er ^ ? ? - >i/ ) - N- 

( 2-'t»;i/^A/-4-Xh*^»^*-A/7i- 
A/) 7t?5K5. 4 7 0 Stert-7* ./ 

1 0 Omfl* Ki3#b, cntCXj'JO/xtert-Th 
*2>F2. 1g*lfljU 7 OTJtCT 1 B#raMJ»lS 
#Ufc. ftlCtert-7* y -il*SEii 0, ft 
6 nfcB?lStc*£/iO;U ?an*/i/Atomofc. 



fffflna 63-230687 (16) 
o6-fl/b**J'-7-ih*J'-3, 4-i>fc 

8fc£ 2 4 6-2 4 9T) (#*?) 

tti* gje»*<* ^y-;u-*<fet)iitsa) 

o6-/JA/*4=^-7-n-rq>JI*2/-3. 4 

-5?e FoaA>#>t?-y ^ 
S*£ 2 4 2-2 4 6^0 (#S?) 

9B*Sfi) 

o6-»JV'1! + f-7->f;b-3. 4-2>t:F 

BijS 300iCa±(#»> 

141* KHfe»*tt ( S?* ?JU*>\,I>7S. K-> 

o6-»A/* + J'-7-?an-3. 4-f CK 

Sfijs 3 1 OiC«± (#») 

A/ICTtSflfcffttT, 3. 00<06-Xh*i/A 

- A/ - 3 - (4->^;l/-i - tr^7^-;i/) 

NMR ( CDC8 9 ) 3 : 

1. 42 (3H. t. J-7. 1 H z ) 

2. 40(3 H. 8). 2. 70(4H,m) 
3 . 3 5 ( 4 H. m> 

4. 40 (2H, q. J-7. 1Hz) 

7. 28 ( 1 H. d. J-8. 5HZ) 

8. 01 (1H. dd, J - 1 . 8 H z . 

8 . 5 H z ) 
8. 23 (1H. d. J - 1 . 8 HZ) 
11. 07 (1H. brs) 

o6-ih ; tJ'»^jK-^-3 - ( 1 - tray 5> 
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NMR(CDCea)fl: 
1 . 4243 (3H. t " J-7. 1 2 H z ) 
1 . 67 ( 4 H, m) > 2. 7 1 (4H. m) 

3. 7 5 ( 2 H. s > 

4. 4 1 (2H, q. J-7. 1 2Hz) 
7. 38 (1H. d, J-8. 55H2) 

7 . 9 8 ( 1 H . s > 

8. 13 (1H. dd. J - 1 . 84Hz, 

8. 5 5Hz) 
8. 32 (1H. d. J-1. 84HZ) 
11. 60(1H. brs) 
#3iH5 

;u5 p , *Rfl;a u 9&4 . 5o&if 

K5 OnflSfc*, Sffl(CT8RiaR*l/fc. 

o i--rv7atr/u-6-xh4=i'^^^-/i/- 

3. 4-?tKD/iJI/)K7?y* 
NMR (CDCCs ) 0 : 

1. 39 (3H. t , J-7. 1Hz) 
1.53 (6H. d, J-7. OHZ) 

2. 54-2. 62 (2 H. m) 
2. 84-2. 91 (2H. m) 

4. 37 (2H. Q. J-7. 1 H z ) 
4.70 (1 H. septet. J-7. 0Hz ) 
7. 16 (1H, d. J-8. 5 H z ) 

7. 65 (1H. d . J-2. 1 H z ) 
7. 81 (1H. dd, J-2. 1 H z . 
8 . 5 H z ) 

oi-/K>2?/l/-6-.&A/#*J'-7-t:Fa4 : 
V- 3. 4 -5? t KQ JtJ/l/#Jt?-'>)/l/ 

fil£ 212-21615 (»*) 



?$B3Ba 63-230687 (16) 
v J/ 0 ACT fg&Ofc. R»x^A/£8£0 

7-r- (3tilifi:2?^aa>5»>) CT8HUT, 
6. 0 0© 1 - (2-7i?^) - 6 - X h * 

NMR < CDC 8 » ) 3 : 

1 . 40 (3H. t. J-7. 1 Hz ) 

2 . 6 1 - 2 . 6 5 ( 2 H , m ) 

2. 6 5- 2. 9 8 ( 4 H. m) 

4. 2 0 ( 2 H . t. J-8. OHZ) 
4. 38 (2H. q. J-7. 1Hz) 
7. 06 ( 1 H . d. J-8. 6 H z ) 
7. 21-7. 3 4 (5H. m) 
7. 6 6 ( 1 H . d . J-2. 0Hz) 
7.95(1H.dd.J-8.6Hz. 
2. 0Hz ) 

o 1->^A/-6-^h*^A;U#-A/-7-^ 
154. 5-156. 5D 

tttt «e*n*s o^^-A/jrtJBisa) 

o 6 -2> 7 h 1 -j* f-A/- 

3. 4-?tKQ/JA'4!7^yA/ 
tetii 2 0 2. 5-2 06. 5"C 

£2056 

5a©f)<?-A/r.A/A7§F1 5 0ufl®ffi 
cRB»'^A19g$M^, *ftT, cncs 
fc7Ufl/1 2nfl©5?^f-/U/T»^/A75 K2 Onflfc 

Ed5KS«»***i e *caara*, tfttjo/ttt 
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12. 90©5-7 , JA'**f-3. 4-f tK 

M£ 1 4 0-1 4 8X! 

#*IB7 

/l/1 70J)5^ f-Jl/*;i/&7 5 K 7 OmOSS 

S(5S^«l**»b, faJStt5 0nflRtf*1 c <0 

ftBK J: «9ff*SBUT, 11. 10© 

5-tK 0*^-6-7^^-3. 4-fCKP 

Bi£ 1 0 8-1 1 6^ (#»> . 

tttt siestas 

#3W8 

5 _eKa*f-6-7y^-3. 4-?tK 

pj)«/«7fyji»4. 1 o«)?^ f-A//-n/i/A7§ 

K£ 1 5 4-1 58 1 C 
$%fH9 

5-^h*J/-6-7Ufl/-3. 4-?tKQ 

30naS5fiC, SST, * V <3 L tcrt- 7 h- * f 
K2. 60*flOJU 5 0t;ic:T3 OtflSRftUfc. 

ISSUT, 2. 80©5-^h4=J/-6-(1- 

fift£ 1 99-207*0 

-3. 4 -f e Ka*A/«2*-y A/ 



ftB/!Bg63-230G87 (17) 
K4 OaaSSiC, 5g$Mi, 
*(-'>T*»TIC3 0fl;^9 L Vl/2. 5ofl$STO, 

»t**7», ibis8k:t3 oi)ffl«ifi/, sics 
5 o nj * ic ti ar& * /ffffl u fc ttfl s iFK u fc . 

3. 60©5->h*f-6-7l>A/-3. 4 - 

B)S 1 70 — 1 72TJ 
tt« JS&tttta 
IBMflB tMClT, as&ttRRft*- 

o 5-n-7P#t>-6-7 i ; i JI'-3. 4-5? 

Bt£ 1 3 1 - 1 3 2tJ 

o'|-ACV2>A/-6-a;i/>K4 : ?>-7-*h*}' 
- 3 . 4 - 5» C K □ X> A/ # * f - 'J A/ 

MfS 1 5 5-1 5 9D 
10 

5 h*3>-6- (1-7Q^ = JI/)--3. 
4-?tKafl**^f'^1. 0 0fl)7thV 
2 0 0«J»»«C«B***hy«7AO.. 8 0* 

4. 1 g*a*, Wa*«CT1«IB»»L, KG 

2s«cT3B*siwi*ofc. K£aftiric»ioV 

»a», «ETcKj¥acaiau , *b%**fir 
u, cn«5%K«^hu i >^*sa200BU«t> 

jps«, ipa$ai&BicTa&&o, ^moita 

- (StBiS : 9 0o**A : * 9y-A> : : »B- 
7. 0:10:1-50:10:1) ICT«B«, 
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0. 1 7 g © 5 -X h 6 -JlJUifi^i/- 3 . 

■£ 2 6 3-2 6 5X5 

is tt «e«-«s 

o 5 - n -Tntf**/- 6 - titom**/- 3 , 4 

-V t KCI A/l/#2 9-UA/ 
fflUS 258-263X3 (#8?) 

1 

6-?DO?t? , A' - 7-CKDtJ'-3, 4 

-5? t kq a/i/TRjx^y ;i/4 3 . 4gSffey»; 

>350nfl*80~90'CCT1 Bia]WS»RJf 0 
A/-7-tKQ*i'-3. 4-i?eKD»A/*7 

'4 -5>fc KD t> # Z. ?■ <J A> 
64 £ 191. 5-193. 0T! 
tttt KSSttttfl (X * /-/t/-*<fcyj?*Sa) 

-3. 4-2?l=K y 71/ 

1 66. 5-1 68. 0T) 

o6-J))b!Kti'-7-Ih*}'-3, 4-?t 

K a a A/ * ;* y ;b 
ttfS 2 4 6-2 4 9X3 

o6-iJl/f.tJ'-7-n-7Pil!tf-3. 4 

MjS 2 4 2-2 4 6X3 (ffW) 

#30113 



?iJBan363-230G87 (18) 
5 OOBOSJS^ICAn, 8 0~9 0X3lCT1Bf|ig 

/ilS^JPinu, 30. 40© 

6-Ji;i/**J'-7-tFDtJ'-3, 4-2?fc 

£#f«1 2 

°1-^>S>;t/-6-/J/l/;K*2/-7-lh*t/ 

-3. 4 KQ JJil//f ^f-iJA/ 

Bt£ 1 4 0-1 4 1 . 5X3 

o 1 -"s>*?A/-6-a/l/#*i/--7-n-7'a 

#*f-3. 4 -2? t KnjdA//-K^f-yA/ 
Bt^E 1 5 5- 1 5 6. 5X3 
HI* &SfcH*B ( * 2 y ~A/-*J:«PHISI1 ) 
*o6-> h * J/ *j /U # -^-7-11^*^-3, 

JBfc7;U5-9A6. 60®??aQ><*> 
2 OnflfflaStC, *ftT, 2-^no7t?-^? 
ayK2n8©i>;>QO.*$»>5ii>8J3}8€-S5"FL.fc. 
SSICT4 0»HK}f fc(^T6 5X3CT2 0 
»raW»», Btffcftb* 7-*^/l/-3. 4- 
9tFD»A/*^f^2. 0 0*flD;t v Sa»C 
T2B$B3Kffbfc 0 EJSS&UDSfcfclcaffa*, 

75 K->^/-A/<fel3BISSl,T, 2. 2QO 
6- {a-fnajizf-A,) - 7 - X f-JU- 3 . 
4 -2? t b'afiji,#zi-\j A,%\$tz. 
tt/S 201-203X5 
HI* MfettttS 
±ES%$ 1 3 tfolflSC UT, jgSfctlifclSm 

o 6 - ( a - 9 a q?*?-^) - 7- ?aa-3. 

4 - J? e f □ x n,m 2, f- y A/ 

BUjS 2 0 7-2 1 4X5 
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#30314 

4 _ *? t: p a a /l/ # 3 inn 4'Q©?)'ffl'* 
A,A7* K20 0.mO!»iSi£«C, * fit TIC* Bit* 
MJ-5i»2. 8g£DQa.> SiSf 2 0#®IB#O, 
ifc^X40 , ClCX2 0#R9IBl*bfc. ftCWK* 

11. 7 q*M?U BIB, 
2B*fia&*&#bfc. RC2?X^JI/f-* 

a;i/M ; E-fA/?n',>K4g i £-iraa.xsi§x-iRp I 3 

bfcfSSfcJrlRb, 8«i.«»10»* 
Kfc* H>«>Z»*S«600tfCjM*, SiSKlT 
20^ragffF«> HKfPBK L> % * 
2 y -fl,- ? a a /TWI/Z»IC X ?9tSS b X , 9. 6 
g©6-^ ->»fl/# = *-7- ?^f-A/f-* 

3? fiBfffl 1 

>( *>:*;i/*>K2 0 0RtfEK1t'J>2 9© 
-VMVuMbXm-V h>-\ . 10&W3. 4- 

•?7^;ey?>o. 4 9 a s-Mxfco ssicx 

2B*|UIBI#1$, 5 0-6 0T3CX 1 ft.^X 

i occicx 2Rp«3*n ; en/jimKl¥ bfc. 
S(5s&«!i***icaafa*, 50%*BSfc 

t h 'JOATKSSKXS^/t/i&'Jllfcb, tfttJU 

ttsii«-}FWb, *ftb, senfcBi^^ u» 
yjKi^i^D?^??^ - ( 3 ttt ffli : ? ? a 
Dj<r/:^>'-l'-10:1)(CT8ll8< 
y -;i/-®J3K»cxtsaffl«t bfc. ftvxi 
5» y -;u-*jti9iijsabx, o. egc8-7 

□ t-6-(1H--<3 5fV r (4. 5 - C ) - f 
U.5?>-2--fA/) -3. 4-9tKP*A"H^ 

f-u;i/-aisffl-i*fli«i*i9fc. 
aijg 300*ca± 



&RI08 63-230687(19) 

ayi/At-f/l/** J/- 3 . 4 KaflA/*;* 

fifi« 2 1 9~2 2 0T3 

£2un 5 

6-*h*S'aA"K-A'-7-?*^A/^#» 

VA/9. 6 g«, S3R5?lffl»TK:, 2 2 0- 
2 3 0T5tCX 2RKttIi»Ufc < , jfcffilS, SlSES 
tote* ji / -;i/€-/jfl;t, Wtt«J^S»«, ffllSO, 

1 OO.tcxBlSffi, >5iy-^-^Qam^A 
J: 9 HISS OX, 0. 5 g«>6-;X b*f /J/l/# 
-A/- 7 . 4-?tKa»Jl/ifi 

»« 212-216^0 

tt«t i»fte*n*s 

NMR ( DMSO-ds ) a : 

2. 51-2. 65 (2H. m) 

3. 00-3. 20 ( 2H. m) 

8. 08 (1H. d. J = 6. 48H2) 
8. 1 6 ( 1 H. s ) , 8. 3 8 ( 1 H. s ) 

8 . 5 2 ( 1 H. d . J - 6. 4 8H z ) 

9 . 3 4 ( 1 H. s) , 9. 56 (1H. s > 

7 h*->- Q-JiA/ifi**- 3. 4-?t 
KaJJA/iKXfUA'O. 3Q&V3. 4-975 

j f 'j v v 0 . i 6 a s » £«fc y > - * * > * 

(1 : 1 0) iSS1Si7 gfpcflfl*., 
1 00"CCX2B$BII)?lfbfc. 5f5S&«)€** 

ijttiu, sftiibteisasjproo, 
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ttt IB : X £ y - /I/ : ^aa$ A/ A - 1 : 2 0 ~ 1 : 
1 5) iCTltWft, x^y-A/-fflffl»(CTfflaS 
Sit, *-I^/-A'J:OS»aUT 1 
0. 29o<D.7-.Xh4 : f-6-(1H--*'5$r 
V ( 4 . 5-c)-fU5?>-2--i'A')-3 ( 

»jS 240^-263TJ 

lift d&tastt 

NMR (OMSO-d, ) a : 
2. 4 7- 2. 5 7 ( 2 H. m) 
2. 89-2. 9 9 ( 2 H. m) 
4. 02 (3H, s ) , 6. 79 ( 1 H. s) 
8. 1,1 ( 1 H . d. J - 6. OH z ) 
8 . 1 7 ( 1 H. s ) 
8. 5 1 ( 1 H. d. J- 6. OH z ) 
9.25 ( 1 H . s ) 
1 0. 4 0 ( 1 H. s ) 



WnW 63-230687 (20) 

3?ffif»3-.41 
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8MBB 63-230687 (21) 



3856 

in 


R* 


R* 


R 3 


3,4-fc 




ft 


R« 


R 2 


R 


3 


3,4-tt 
ft & 


14 


H 


H 


3-0 


- S 




20 


H 


H 


8-OCHs 


- a 


15 


H 


H 


3-N~N-CHa 


- £ 




21 


H 


6 <Xk 

H 


5-OCHs 


- a 


16 


H 


•-Co. 

H 


3-CH2 


- a 




22 


H 


H 


5-0 
(CH« )« 
I 

CHs 


- a 


17 


H 


1 1 

H 


8-NOj 


- s 




23 


H 


-Co' 

H 


7-OCa Hs 


- a 


18 


H 


H 


8-NH2 


- a 




24 


H 


•-CO. 

H 


7-0 % 
(CHz )« 
. I 
CHs 


- a 


1 9 


H 


H 


8-NHC-CH3 
1 

0 


- a 




25 


H 


H 


7- 


-OH 


- a 


























R 1 


R 2 


R 3 


e & 




W 


R' 


R 2 


R* 


3,4-a 

IS & 


26 


H 


•<C& 

H 


7-C2 


- a 




32 


H 


H 


H 


- a 


27 


H 


H 


7-CH3 


- a 




33 


H 


?<XJ, 

H 


H 


- a 


28 


H 


H 


3-CHs 


- a 




34 


H 


H 


H 


- a 


29 


H 


H 


4-CHs 


- a 




35 


H 




H 


- a 


30 


H 


IN 

H 


8-CH3 


- a 




36 


H 


•<xc: 

H 


H 


- a 


31 


H 


3 <X> 

H 


H 


- a 




37 


H 


*< N XX 

H 


H " 


- a 



-795- 



m 


R' 




R 9 


3.4-ft 


38 


H 


N^N 
H 


H 


- fi 


39 


H 


H 


7-0CHa 


- a 


40 


H 


H 


7-SCH3 


- s 


41 


H 


H 


H 


- a 



ItfiS 


m & 


team 

< B8a8») 


n 4cc> 

(NMR" ) 


13 


m at 


(x*y-/i/-;jc) 


300£Lt 
(*7 ) 


14 


m at 


(x*y-A/-jjc) 


300CU: 
("8 ) 


15 


3 HCC • 
3 H2 0 


(x*y-A/-*) 


3 00«± 
("9 ) 


16 


2 HCB ♦ 
5/2 Ha 0 


(x^y-fl,-*) 


300fi(± 
(" 10) 


1 7 


55 at 


(x*y-A/-*> 


300«± 
("11) 


18 


55 at 


(x^y-A,-*) 


30O«± 
("12) 


: 1 9. 


m at 


(x^y-A/-*) 


284-286 
(» ») 


20 


56 at 


(istywi/-*) 


262-269 
(» K> 


21 


HCB • 

H2 0 


fcfitm 

(x^y-A/-*) 


250#± 
(#») ("13) 


•22 


HCB f 
1/2 Ha 0 


(x*y-A<-;jc) 


2 70«± 
(»») ("14) 
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8 2 8 



w 


* as 


<s s m 
( n ttasit) 


Bi J? (*R) 
(NMR* ) 


3 


HCB • 
1/2 Ha 0 


(x*y-A/-*) 


300C(± 
("1 ) 


4 


1/2 (COOH)j 
•Ha 0 


(x^y-A/-*) 


300iXt 
("2 ) 


5 


(COOH) 2 


(x*y-/i/) 


1 4 7 — 1 4fl 


6 


3/4 Ha 0 


:5?**A/*A/A73K) 


3 2 0J^± 
("3 ) 


7 


1/2 H a SO4 
• 3/2 Ha 0 


MfiTUXAtt 
(l$ty-A/-;fc) 


3 0001 J: 
(■4 ) 


8 


HCB 


(x^y-A—ft) 


w V/ w 'sA-L 

("5 > 


9 


(COOII)a 


(X5ty-A/-*) 


(# ») . 


10 


55 at 


(x^y-A/-*) 


300K± 
("6 ) 


1 1 


55 at 


(x^y-A/-*) 


298-300 
(# W) 


12 


HCB • 
2Ha 0 


(x*y-A/-*) 


274-282 
(» B) 





»' 8 


.MAS 

( neasjt) 


Si £CC) 
(NMR* ) 


23 


HCB • 
Ha 0 


(x*y-/u-*) 


280-290 
(»») (*15) 


24 


HCB • 
3/2 Ha 0 


(x$y-A/-jjc) 


280-288 
(»*) ("16) 


25 


HCB 


(*) 


290«± 
(»»> ("17) 


26 


HCB • 
Ha 0 


(XSty-A/-*) 


I00«± 
("18) 


27 


HCB • 
2/3 Ha 0 


1X9 J -A/-*) 


I20JK± 
("19) 


28 


HCB ♦ 
Ha 0 


tx^y-A'-*) 


300«± 
(*20) 


29 


HCB • 
Ha 0 


(x*y-A/-*) 


3 00«_t 
(»21) 


30 


HCB • 

1/2 Ha 0 


mmmK 

(x*y-A/-#) 


300«± 
(* 22) 


31 


HCB . 
3/2 Ha 0 


(x*y-A/-*) 


3 00U± 
("23) 


3.2 


HCB • 
2 Ha 0 


(x^y-*-*) 


300«± 
("24) 



-796- 



Vri 


m 95 


% I# 1>* UU »*J r 


it ace) 

(NMR" ) 


33 


HC8 • 
H2 0 




300R± 
(*25) 


34 


& at 


&eT'jxAi*(?x 


177-182 
(8 ») 


35 


H 2 0 




148-163^ 
(#») ("26) 


36 


H 2 0 


A//WI/A75.K-*) 


1 65BC± 
(#») ("27) 


37 


H2 0 




199-200 
(ft IB) 


38 


HCe • 

3/2 Ho 0 




300O± 
("28) 


39 


HCe • 

4/3 H 2 0 




230-250 
(m) ("29) 


40 


HCe • 

3/2 Hz 0 




320O± 
(-30) 


41 


HC6 




("31) 



(" 4 ) NMR ( DMSO-.de ) 3 : 
2. 4 0- 2. 7 5 ( 2 H. m) 
2. 9 0-3. 2 0 ( 2H. m ) 
7. 06 (1H. d. J-9HZ) 

7. 85 (1H, d . J-6HZ) 

8. 10(1H. d. J-9HZ) 

8 . 2 0 ( 1 H. s ) 

8. 4 5 ( 1 H. d. J-6HZ ) 

9 . 2 0 ( 1 H. s ) 
10. 5 5 ( 1 H. brs) 

(* 5 ) NMR (DMSO-de + D2 0) 3: 

1. 20 (3H. t. J-7. 5Hz) 

2. 5 0- 2. 8 0 ( 2 H. m) 

2. 80-3. 20 ( 2H. m) 

3. 9 0 ( 2 H. q. J-7. 5Hz) 
7. 32 (1H. d .. J-8HZ ) 

7. 90-8. 30 (3H, m> 
8 . 5 0 ( 1 H. m> 



ffBflB363-230687 (23) 

(■ 1 ) NMR (DMSO-de ) 3 : 
2. 4 0-2. 80 ( 2H. m) 
2. 8 5 -3. 20 ( 2H. m) 
7, 08 (1H. d. J-9HZ) 

7. 48 (1H. dd. J-8HZ. 5 H z ) 

8. 10-8. 4 0(3 H. m) 

8. 48 ( 1 H, d. J-5HZ) 
10. 50(1 H. brs) 

("2 ) NMR (DMSO-d, ) fl : 
7. 20-8. 40(7 H. m) 

9. 2 1 ( 1 H. s ) 

(■ 3 ) NMR (DMSO-de ) 3 : 

2. 43-2. 75 (2H. m) 
2 . 9 0 - 3 . 2 0 ( 2 H . m ) 

3. 48 (1H. brs) 

7. 10-7. 30 ( 1 H . m) 
7. 8 5-8. 4 0 ( 4 H. m) 
9. 4 9 ( 1 H. brs) 

9. 10 (1H, brs) 
(" 6 ) NMR (DMSO-d, ) 0 : 
4 . 60 ( 2H. m) 

4. 95-5. 30 (2H, m) 

5. 60-6. 20 ( 1 H, m) 

7. 28 (1H. d. J-9HZ) 

8. 05-8. 3 5 (3H. m) 

8. 60 ( 1 H, d. J- 7Hz ) 

9. 36 ( 1 H. s) 

(" 7 ) NMR (DMSO-d, ) 0 : 

5. 5 6 ( 2H. s ) 

6. 83(1 H. d. J-9. 4Hz ) 

7. 18-7. 27 (5H. m) 

7. 62 ( 1 H. d. J-8. 9Hz ) 

8 . 08 ( 1 H. d.J-6. 5Hz) 
8. 1 3 ( 1 H. d. J-9. 4 H z ) 
8 . 4 0 ( 1 H . d . J - 8 . 9 H z ) 
8. 52 (1 H. d. J-6. 5Hz) 



-797- 



(" 8 ) NMR (DMSO-d, ) d : 
1 • 7 5-2. 05 ( 4 H. m) 
2. 4 0- 2. 60 ( 4 H. m) 

6. 6 9 ( 1 H. S ) 

7. 4Q(1H. d. J-8. 6HZ) 

8. 1 0-8. 20 (2H, m) 
8 . 4 5 ( 1 H. s ) 

8. 58 (1H. d. J-6. 4H2) 

9. 3 9 ( 1 H, s ) 

1 2. 09 ( 1 H. s ) 

(" 9 ) NMR (OMSO-d, ) 0 : 

2 . 82 (3H, s ) 

3. 1.0-3. 80 (6H. m) 
3. 90-4.1 0 (2H. m) 
7 . 3 4 ( 1 H. s > 

7. 48 ( 1 H. d. J-8. 5H2 ) 

8. 10 ( 1 H . d, J-6. 4 5Hz) 
8. 30 ( 1 H. d, J-8. 5Hz) 

8. 94 (1H. d. j-i. 8Hz) 

9. 4 3 ( 1 H. s ) 

<" 12) NMR (DMSO-d, ) 0 : 
2. 50-2. 70 (2H. m) 
2. 90-3. 1 0 (2H. m) 

7. 43 (1H. s) % 7. 53 (1H, s) 

8. 00 ( 1 H, d. j-5. OHz ) 

8. 50 ( 1 H. d. j-5. ohz ) 

9. 30 (1H. s) . 9 . 65 ( 1 H. s) 
(" 13) NMR (DMSO-d, ) Q : 

2. 50-2. 60 (2H. m) 

2. 9 9-3. 09 ( 2H. m) 

3. 7 8 (3H. s) 

8. 9 1 ( 1 H . d. j-8. 6 H Z ) 
. 8 . 1 2 ( 1 H . d.j-6. 4Hz) 
8. 1 4 ( 1 H. d, J-8. 6 H Z ) 

8. 54 <1H. d. J-6. 4 H Z ) 

9. 33 (1H. S) . 10. 55 (1H. s) 



8B3D363-230G87 (24) 
8. 5 6 ( 1 H. d. J-6. 4 5Hz ) 
8. 6.5 (1H. 8), 9. 37 (1H. 3) 
11. 14 (1H, brs) 
1 2. 2 8 ( 1 H. s ) 
(" 10) NMR (DMSO-d, ) 6 : 
2. 00(4H.m),3. 50 (4H. m ) 
4.34 (2H. s) 

7. 60 ( 1 H. d. J-8. 79Hz ) 

8. 1 0 (1H. d. j-6. 45HZ) 
8. 4 5-8. 6 5 ( 3H. m) 

8. 7 6 ( 1 H. s) , 9. 38 { 1 H. s) 
10. 60 ( 1 H. brs) 
1 2. 58 (1 H. s) 
(" ID NMR (DMSO-d, ) d : 

2. 60-2. 80 ( 2H. m) 

3. 10-3. 35 (2H, m) 

8. 14 (1H, d. J-6. 4 3 H z ) 
8. 5 8 ( 2 H. m) 

(" 14) NMR (DMSO-d, ) 0 : 

0. 8 7 (3H. t. J-7. OHZ) 

1 . 6 9 ( 2 H. slxt, J - 7 . OHZ) 
2. 5 0- 2. 60 ( 2 H. m ) 

2. 98-3. 08 ( 2 H. m) 

3. 71 (2H. t. J-7. OHz) 

6. 89 ( 1 H. d. J-6. 5Hz ) 

7. 97 ( 1 H. d. J-8. 5 H z ) 

8. 09 (1H. d. J-6. 5 H z ) 
.8. 56(1 H. d. J-6. 5Hz) 

9. 40 (1H, brs) 

10. 5 4 ( 1 H. s ) 

(" 15) NMR (DMSO-d, ) 5 : 

1. 46 (3H. T. J-7. OHZ) 

2. 4 8-2. 5 8 ( 2 H. m) 
2. 89-2. 99 ( 2H. m) 

4. 35 (2H, q. J-7. OHz) 
6. 8 1 ( 1 H. s ) 
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8. 09 (1H. d , J - 6 . 4Hz) 
8 . 13 ( 1 H . s ) 
8. 5 0(1 H, d. J-6. 4 H z ) 
9 . 2 6 ( 1 H. s ) 
10. 38 (1H. s) 
(* 16) NMR (DMSO-de ) 8 : 
0. 95 (3H. t, J-7. 2Hz) 
1 . 9 0 ( 2 H. slxt. J - 7 . 2 H z ) 

7. 46-7. 56 ( 2 H. m) 
2. 8 9- 2. 99 ( 2H. m) 

4. 24 (2H. t. J-7. 2HZ) 
6. 8 2 ( 1 H. s ) 

8. 1.3 (1H. d. J-6. 4 H z ) 
8. 1 4 ( 1 H. s ) 

8. 53 MH.d. J-6. 4Hz) 

9. 30(1H. s), 10. 38 (1H. s) 
(" 17) NMR (D* 0) 3 : 

2. 45-2. 55 (2H, m) 



»n»B3 63-230687 (26) 
2. 82-2. 92 (2H, m) 

6. 5 7 ( 1 H. s K 7. 9 3 ( 1 H. s ) 
8. 00 (1H. d . J - 6 . 3 H z ) 

8. 38 (1H. d. J-6. 3 H z ) 

9. 04 ( 1 H. s ) 

C 18) NMR (DMSO-de ) d : 
2. 50- 2. 60 ( 2 H. m) 
2. 9 5-3. 05 ( 2 H. m) 

7. 1 4 ( 1 H. 8 > , 7. 9 1 (.1 H. 8 ) 

8. 16(1H. d. J-6. 4Hz) 

8. 60 (1H. d. J-6. 4HZ) 

9. 4 7 < 1 H. 3), 10. 55(1H. S) 
(- 19). NMR (DMSO-de ) 0 : 

2. 45-2. 55 (2H. m) 

2. 59 (3H. s) 

2. 8 6- 2. 9 6 ( 2 H. m) 

6. 86 (1H. s), 7. 79 (1H. s) 

7. 99 ( 1 H. d. J-6. 2Hz) 



7. 4 7 ( 1 H. d. J-6. 2Hz) 
9. 26 (1H..S) , 10. 2 9 ( 1 H. s ) 
( " 20) NMR ( I* y 7A/*Q»»- d ) a : 
1. 43 (3H. d. J-8HZ) 
2.90-3. 6 5 ( 3 H m ) 

7 . 2 5 - 7 . 5 5 ( 2 H . m ) 
7. 80-9. 30 (4H. m) 

(" 21) NMR (DMSO-de ) 3 : 

1. 32 (3H. d. J-7HZ) 
2 . 2 0- 3. 4 0 ( 3 H. m) 
7. 12 (1H. d, J-8HZ) 

8 . 10-8. 3 3 ( 3 H. m) 

8 . 6.0 (1H. d . J - 7 H Z ) 

9 . 3 4 ( 1 H. s ) 

("22) NMR (DMSO-de + D2 0) fl : 

2. 31 (3H. 3) 

2. 4 5- 2. 8 0 ( 2 H. m) 
2.80-3.25(2H.m) 



7 . 8 0 ( 2 H. m) 

7. 90-8. 20 ( 1 H. m) 
.8. 40-8. 60(1 H. m) 

9. 1 5 ( 1 H. s) 
("23) NMR (D2 0) 0 : 

6. 30(1 H. d. J-8HZ) 

6. 4 5-7. 1 0 (3H. m) 

7. 30 ( 1 H. d. J - 7 H Z ) 
7. 8 8 ( 1 H. s ) 

7. 85 (1H. d. J-7HZ) 

8. 3 0 ( 1 H. s ) 

(" 24) NMR (DMSO-d, ) 3 : 
2. 45-2. 55 (2H. m> 
2. 95-2. 05 <2H. m) 
7. 4 5 ( 1 H. d. J-8. OHz) 
7. 83 ( 1 H. s) 
7. 90 ( 1 H. dd. J-1 . 8 H z . 
8. OHZ ) 
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«P/flBS63-230G87 (26) 



8 


♦ I I I I H, a. J — 0 . 0 n Z / 




6 . 


ft. / 1 t_l rK 1 _ Q 

96 (In. a, J — o 


. c n £ / 


8 






6 . 


90 _ 7. 00 MM. 


\j r o / 


9 


. 41 (In. S ; * 1 U. 4 o v 1 n . 


s ; 


7 . 


A O / 1 LI H 1 — Q 

43 ( 1 n, 0. J - o 


Q U 7 \ 

. o n / 


( " 


25) NMR IDMoU-ae ) 0 . 




7 . 


9 0 ( 1 H . d . J - 8 


Q U 7 \ 

• c n z ; 


2 


. 00 — 2. oo \ c n . m ) 




7 . 


94 (1H. 8), 10 


.Jill 


3 


ft. /-\ o i n / O l_l m \ 

. 00-3. I 0 v £ n , m; 




1 2 


. 58 ( 1 H. brs) 




7 


. 22 (In. X . J - / ♦ o n z / 




(■ 27) NMR ( CD C 8 a ) 


o . 


7 


. 5 1 (In, a # J — 7 . o H Z J 




2 . 


60-2. 70 ( 2 H . 


m \ 


8 


17 / -lit H t CZ A U 7 \ 

. 17 (In. a „ J — o . 4 n Z / 




2. 


98-3. 08 (2H. 


m ; 


8 


O 1 / 1 LI H 1 — 7 f? 1 1 7 \ 

. 21 (In. 0 . J - 7 . OnZ) 




3 . 


9 3 ( 6H. s ) 




8 


. 62 (In, a. J - b . 4 n z / 




6. 


8 9 ( 1 H, d . J - 8 


O U 7 \ 

. o n j 


9 


. 54 (1H. S)^ 11. Do I in, 


S ; 


6. 


9 7 ( 1 H, brs) 




( * 


26) NMR (DMSO-de ) o . 




7 . 


2 8 ( 1 H . brs) 




2 


m ft r ft / nil \ 

. 46-2. 56 (2H. m) 




7 . 


84 ( 1 H> d. J-8 


. o n z ; 


2 


. 93-3. 03 (2H. m) 




7. 


9 7 ( 1 H. s ) 




3 


. 7 9 < 3 H. s > 




1 1 


. 30 (1H, brs) 




6 


. 80 (1H. dd. J-2. 4Hz. 




(» 28) NMR ( DMS0- d 


e ) S : 




8 . 8 H Z ) 




2. 


50- 2. 59 ( 2H. 


m) 



2 . 


9 9- 


3. 05 ( 


2H. m 


7 . 


06 ( 


1 H. d . 


J - 8 . 


8 . 


10- 


8. 20 ( 


2 H. m 


9 . 


0-9 


. 4 ( 2 H 


.brs 


1 0 


. 50 


( 1 H. s 


) 



("29) NMR (DMSO-de ) « : 
2. 56-2. 66 (2H. m)~ 

2. 90-3. 00 ( 2H. m) 

3. 37 (3H. s), 4. 15 (3H. s) 
6. 9 2 ( 1 H. S ) 

8. 1 2 ( 1 H. d. J-6. 4HZ) 
8 . 2 2 ( 1 H. s ) 

8. 53 (1H. d. J-6. 4Hz) 

9. 29 (1H. brs) 

(» 30) NMR (DMSO-de ) 3 : 
2 . 4 3 ( 3 H . s ) 
2. 50-2. 60 (2H. m) 
2 . 9 0-3. 00(2 H. m) 



7. 05(1H. s), 7. 90 (1H. s) 

8. 10 (1H, d. J-6. 4 H z ) 

8. 56(1 H. d. J-6. 4 H z ) 

9. 41 (1H. s) , 10. 40 (1H. s) 
(* 31) NMR ( DMS0-d 6 ) 6 : 

2. 50-2. 60 ( 2H. m) 

2. 90-3. 10 ( 2 H . m) 

3. 35 (2H. brs) 

6. 90-7. 10 (3H. m) 

7. 49 (1H. d, J-8. 8 H z ) 

7. 95 (1H. d. J-8. 8HZ) 

8. 0 1 ( 1 H. S ) 

10. 5 2 (1H. brs) 
*ttB42 

8-75^-6- (1H-^^'/(4. 5- 
c)-fU^>-2--rA/)-3. 4-ftKQ 
»A/*^^UA/0. 4 Q£&*»»2 0mfl«t'ICttl 
fflK»ia«DPS.> 8 0- 9 0TJ-r78fStt) 
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SSJgftUfc. tog, RfSSS8j**K:ii?&*, 

5 096*H<b* ^AftSSCT PH 7~8 t 

-10:1) •CTfcSSK 13 5nrc*S&£5%B»! 
8* y <7A*8iff3 0 no IC iifl * , 2S"C2BBiat 

0. 2 g©8-7t^A/75y- 6- ( 1 H--f 

(4. 5 - c ) - c y 2? > - 2 - -f ;u ) - 

3. 4 -5>e h'aavw-flyt^y 
Bft 2 8 4~2 8 6T) > 

ttw »feyyxA« 

6 - ( 1 H - ■< X 9V ( 4 . 5-c)fy^> 
-2 — f ) - 7-lh*f-3, 4-i?CKn 



?.?&3B8 63-230687 (27) 
»A/«^f-y^/0. 3 2 g©?ao/T>A/A®jB}fi 
-3 7*C--4 0T5lCT = Sftt<n>1 . 0 

4 5T3ICT6«ra]!l0«HK»Ufc o *©BK -40 

Derail/, ^ 5»y-A/«iB-Fu, BSiflwzafl; 

? a q/Tv/ua : ^ ^ y -;u : *»fb7> i e-'5A 
-50:10: 1 ) ICTHBUfc. ffliSMCJ: 9 
flSffltl, fc^OBtSSbT, 58bo©6- 
(1 H-«f SJ.$ry (4. 5-c) eiji?>-2- 
-fA/) - 7- tKQ4=f-3, 4 - 5> fc S □ * ;U 

2 9 Ot5tt± 
NMR ( Dt 0 > d : 



2. 4 5 - 2. 5 5 ( 2 H. m ) 
2. 82-2. 92 (2H. m) 
6. 5 7. ( 1 H , s ) , 7.93 (1 H, s ) 

8. 00 ( 1 H. d. J-6. 3H2 ) 
8.38 (1H. d. J-6. 3 H Z ) 

9. 04 ( 1 H. s ) 
K8JW1 

6- { r \y-X4X?V-K>-2- 
4 JO) -3. 4 -2?fc h'a 

* 9- y 5 ag 

fyyy 1 3 2 no 

??*J">A^j7u-h ie»g 

SL B 4 5 mo 

ft 2 0 0 ng 

H9JIH2 

7 6- (1H--T? 



?v ( 4 . 5 - c ) tr y 2?>- 2 

- -f A/ ) - 3 . 4-?tKP»A' 

A/ 5 0 0 no 

jjf.y iT-uv^y 3-^/ 0. 30 
(»fl:4000) 

sfc* h y o.9o 

>-k y # * ^ 1 ^ i/ > 7 ;u tr * > 0. 40 

* i» fiSBSK* M;-)i 0.10 
^ fA/-A7t> 0 . 18 0 

TO tTAz-A^^V 0. 020 
aMfflgg* T 0 Oma 

aft* h y 9A«w»u*A!5 8ox;-c±E05a[ 

*jgijjfc3«5> *y x^u>^y 3-A/&cf 
#y**j/i^u>vA/tr$i>ty*U'i-^£ 
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i»-A/'^hy7Affl*3 oig/Kg<D»iaTi?ra 

*i ooou/Ko©a&TBKrta^«i9iBiaje 
sis, ^H^nsairs. a*«£c?i5Has&tf & 

B^WttSfctK H«)«IC»Ab/!:A-a- 
l/J:t>, mjfilrtA>SB*nfclfil«T- 1 0 OMHfl© 
SET-SIRS n*. &rti*tt»S1 8-2 7kgT- 

»»''C»/tiue*-iu • * h y -?Affl3 0 09/ 

B«*ffi<^, BB© 1 . 5 ft© BE ( 0. 5-3 
V) , 5«sec©«»«, S#1 20B©BR«B 



ftBJB3 63-230687 (28) 
1*1. 5 0-p?LHHa5©«4ifi*B^Kffi3E»iS€- 

^BSE»tt«CJ:t)EJSUfc. C©£ifc©#ffltt, 
3 H i: tt * C J: 9 St C « S <5 tl T ^ 5 
(Aa. J. Physiol. 2 1 8 . 1 4 59-1 4 63. 
19 7 0). 

&ttfc£«8tt, 1 0-3 0/U8 
T-»l8Srt»4Cfc. «KftS»©B*Jttfl3tt* % 

» a 4 » © r £ is a » t a % a ft t o t a t> u 
a©sefc tbtaoufc. 

aT©.Sfca»*WKfc£«J.kUTffl^fclS{il 
£TBB3BK:^-*-. 

1. 8-757-6- (1H-f5? , /(4, 5 

-c)ey?>-2--fJU)-3. 4 - ? e 
h-a»A/tf>i?-y A/ 



2. 6- ( 6-?pd- 1 H-*>X-f 
7U-2--CA/) -3. 4-9CKD»Jl"R3 
f-y /U • 1 *Wtt 

3. 8-7at-6-(1H-^? , /(4 l 5 
-c)eyj?>-2--fA/)-3. 4 - S> t 
Ka*JI/#7fyV - 1 fflKffl • 1 *«B 

4. 8-* h*»-6- (1 H--f*5f % / (4. 
5-c)eyj?>-2--fA/)-3. 4-2? 
t KaftJUBXf-y A/ 

5. 7 -6- ( 1 H-4 * 9V ( 4 . 
5-c) ZV?>-2-<( 10) -3, 4-2? 
C KnAJUBX?*;/!' ♦ 1fl»«* 1*»ft 

6. 6- ( 5-* h*5/-1 H-'CVX-f 
-*-2-«C*.).t3, 

^f-y ^ • 1 *fflB 

7. 6-(1H--f**V(4. 5 - b ) t y § 
*?>_2-W , A/)-3. 4-9CKD«J»'* 
2^y A/ • BBS • 3/2*ffi» 



8. 7 ( 1 H--f5$ry ( 4. 5 

-c)trys»>-2--r/u)-3. 4 - ? e 

KaaA/#;* f-y*/ • fflttffl • 2/3*ffl» 

9. 1^*^A/-7-*h*f-6-(1H--f 

5^y(4. 5-c)try$»>-2--<A/) 
-3. 4 -2?e h'n »A/^^f-y A/ • BBS 

♦ 4/3*<a«» 

10. 6- ( 5-75^- 1 H-*>X-f**y 
-A/-2--f A/> -3. 4-?tKO)>M 
^ f - 'J A/ 

11. 7-tKa*J/-6- ( 1 H--f 3* V. 
(4. 5-C) trvv>-2-4n/) - 3. 

4- j?eKaAA/*^^y^ - asm 

12. 7-^ao-6- ( 1 H--f55fV (4. 

5- c) tfy?V-2--f A/) -3. 4-5? 

tKDUHxfy*' sua ♦ 1 *«» 

13. 4 6- ( 1 H-4\9V ( 4. 
5- c) tf y 2 -4b) -3. 4-V 
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t KD»A/*^f-'J A/ • ffi&ffi • 1 *flHSl 

14. 8-X*A/-6- ( 1 (4, 5 
-Of;j?>-2--fA/)-3. 4 - 3? t 

Kpj*it?^fy a/ • ana • i/2*«u& 

15. 6 - ( 1 H - -f '5 if V ( 4 . 5 - c ) M V 
i?>- 2-4 to) -3. 4-3?eFaaA/# 
2*'>A/ • 1 / 2BKJS ♦ 3/2**08) 

16. 6- (1H-f5?'/(4. 5-b)try 
3?>-2--TA/)-3. 4-?tKQ»)Kll 

fflffiffl • 1/2*«fc 
1 7 . 1 - 7 'J A/- 6 - ( 1 H-4 ?^»/ ( 4 . 
5-C)tri>3?>-2--fA/)-3. 4-3? 

18. 1-IfA/-6- (1H-Y.5^/(4, 
5-c)tfyj?>-2--f*)-3. 4.-3? 
t Ka^ifl/f^fijA/ - IKS 

19. 5-n-7"ajK*^-6- ( 1 H - «f 5 * 
(4. 5 - c ) tf y J? > — 2 — -Y A/ ) - 3 . 

25. 3->9-*-6- ( 1 H-"f$5ry (4. 
5-c) trU2?V-2--fA/) -3.-4-9 

t Ka***7fy a/ • jena • 1 *w«s 

26. 6- ( 1 H-'SVX-f ^*y-A/- 2--C 
A/) -3. 4 - J? t Kn AA/^^^UA/ 



^BBD3 63-230687 (29) 

4- J?tKa»A/»«^^«JA/« JflBSJfl • 1 / 
2*«J» 

2 0. 1 - ( 2-7x,»f*) - 6- ( 1 H--f 
5*yC4. 5-c)ey*?>-2--fA/) 
-3, 4 -3?C KDJJA/fR^f 'J A' ♦ fflMffi 
• 2*ffl& 

21. i -/s>3?a/-6- ( 1 H--f^^ry ( 4. 

5- c) tryi?>-2--fA') /> :* ^ y 

A/ 

22. 8--hD-6- [1H--f5jf'/ (4, 
5 — c) tyj?>— 2— -fA/) — 3. 4—3? 
t KaaA/tfa^y A/ 

23. 8-7t?-A/7^y-6-(1H--f^^ 
V C 4 , 5-c)ir»J*?>-2--fA')-3. 

4- feKn/i^«7?-y/i/ 

24. 5-> h*V-6- ( 1 H--f 55fV ( 4. 

5- c)ry?>-2--fA')-3. 4-3? 

t JfDX»A//1?^^U A/ • fflffilfi • 1 *fil» 
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ft 



ftK]B3 63-230687 (30) 
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